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1z\tW&&&K* t)W.m2ftX^Xi> i. i<?)Ci-6 r^*^36i«Jw* 
tifcGfcSRsS&fc «t *9 £ tLTV^T & <£ v>) , itz * tz IttffiftKD 3 ~ 
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, SHMt^ Qi- 6 W^ C 2 -67^-^ c 2 -6^^^-^ 

Ztlb<r>C i- & T)V^)Vm, C 2 -6 7 ; ^- ;V *> fcitfC 2 - 6 T)\<*- 

iiiiiS:s^2o<7)c i-eTiH^iia v)m.^^x^h^\z\t^<D 2 

USS^S ^(ia^^^t^^^fOt fcte^ftKT) 5-7 Jl^i^ fc»±«£ 
^t^LT-^:£^£^J&LT*> £v>) £^-f\> p = 0?>££, - ( 

CH 2 ) p-(i^*^1"o pteftpf Ulil~4(7)lMto 
[0 0 2 9] 

j:i)^L<(±, R 1 d***^*^ U 2 J: t>*R 3 oM^^- O - 

(CH 2 ) p-H*^t^ *&v>»iR l^SRlR^Sr^U ^R^i^'R 
3o^-TtL^— ot&*-0- (C H 2 ) p-HS:tL, M^-O- (CH 2 ) P 
— R 1 2 (R 1 2 (4 7 X^TO^<7)*^^1-) «rf£i"o 
[0 0 3 0] 

R5, r6, r7^ fcj:tfR8*±* SPt L < «\ i-^TTK^^-^^-t^N * 
&v>J±, R5 N r6^ r7, isiVRSov^-ftt^-ot^tiZlOT&^n^^Ig 

[0 0 3 1] 

.fcWtLOi, R ^ , R6, r7 4 ^iOfRfiii-t^TTKSJR^*^^; 
R6^7'7fJlf^t, R 5 s R 7 ^ fei^RSmiR^tt*; R 5 # ? 
/Nny>J^H\ Ci-47Wi, C i _ 4 Ti^^ryS, -hDi, tfcti 

;l/a^vi) R6, R7, £ itfR 8 ^JRIR^**-*-^ ; fc&v>&R 

SfcJ^R 7&^ay>WL^ C1-47WS, Ci-47^3ifyi, ~ 
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[0 0 3 2] 

R9«U ff*L<li, - (CH 2 ) s-R5 1 (sttl-40«»«r*U R 
5 l lil&fao 3-7 *£t*S|bS;2£ ; *B*2&fc i 0 *lTv>t t J: vm --^n 
kT;v® ; *BI*^J: iJf^iitv^^J:^ t -"7*f-frHb \ C i _ 4 7;v^^> 
i; Jfcli-NR52R53 (R5 2^j:t>*R5 3^ FJ-Sfctl^fcoTwr 
ti<, **IB^£fc*±*&*fc* 01ftS*L , Cv»r4iv»Ci-4m/Hfe 

oT^0 5t^(±6Mom^Sl^^i-) > 4fcl±l-3fflOCi 

[0 0 3 3] 

R9(i, i»)jfiL<l±, - (C H 2 ) s-R5 1 (slil~40tt^L 

ti^U^t-Wi; Ci-4W^>i; £fc{i-NR5 2 R 5 3 ( 
R5 2isiO f R5 3(± > ^-Jfcli#^otv^iJ:<> Ci-47WI?: 

iv»5~7l^t^:^U f^iKlt - (CH 2 ) s-R 51 (s 
»42* fctt3 0SBElfc«:£U R 5 1 5 ~ 7 I^tl^li f:li t - 

v> 5 ~ 7 Mj^fSi^Sricl-o 
[0 0 3 4] 

5£ (I) Ofls£^t±> L<«\ 55 (I I) Sr^-t-o 
[0 0 3 5] 

^ (II) Kj3V>T % R 1 S&itfR 1 6(i^^u<{±> mW-0- (CH 
2 ) r -H&^-TriN &£WiR 1 5j3j;^R 1 6ov»f*i*»-o#-0- (C 
H 2 ) r-H&^U ffld^-O- (CH 2 ) r-R2 2 (R 2 2 

•CtJ:v»|&3ft3-8JH«*^»«r*i") fcfeto r = 0Ofci, - (CH 2 ) 
r-«ij»^**-fo ~ (CH 2 ) r-{±«ftl<l±*fit*S 0 rti«P*L< 
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[0 0 3 6] 

R 1 7, Rl8, Rl9, J: 0* R 2 0 L < fc^^T***?-**** 

;Rl8^7-yfmtU R 1 7 ^ R 19 N ^^^20^^^ 
;Rl7^ny>I^, Ci-4TWi, Ci-4 7^a*'>*, ~ 

tfciirs;* (»*U<tt, Ci- 4 rwi, Sfctt 

Ci- 4 T^^i) **U R 18 , R 1 9 > J: ITR 2 
1-*;**WiRl 7j 3< ta f Rl 9^n^>K^ Ci- 4 m^ Ci 

[0 0 3 7] 

R2 jfi L<tt\ - (CH 2 ) t-R^l (tttl~40lg»:«raU 

r e i 5-7 mmmsM ; i - if /nt ; i 19 m&z 

^tUvu-Wl; Ci_ 4 TiV3^>i; tfct±-NR6 2 R 6 3 (r 
6 2feiOfR6 3{i, IWI — $^f±I^ctv^^ i <> Ci- 4 7Wi^ 

i-) *f£-r) . Sfctei -3ffi<DC 1 - 4 7^«i *)«!&£;h/o>-ck £ 

v> 5 - 7 Jt Jimm£«&^1-o 
[0 0 3 8] 

R2 1 t ± > £*)mtV<&. - (CH 2 ) t-R6 1 {tl±2ttzl*3<7)m§k 
*mL, R6 1 (iMDO 5 ~ 7 I^f t - 7*f ^S^tt) , itz 

(ii~31@oc 1 - 4 7;v^;!/ii:i ^s&£*ltv*t*> £v> 5 ~ 7M#t#^5*: 

[0 0 3 9] 

^ (II) Oft-B-^^S Lv^Jt LT«\ 

R 1 5;fcj;t>*R 1 6^5-0- (CH 2 ) r-H (rlil~40ilfc!:iU - 
(CH 2 ) r-«P*»i*«tft-C**) fc*v>ttR 1 5fcj:0fR 1 6«> 

V»T tltf*— ot6 ? -0- (CH 2 ) r-H (rl±l~4<7)li?:^L, - (CH 2 
) r-»dHt#«*t?**) W-0- (CH 2 ) r-R22 ( r « 
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1~401E**«U - (CH 2 ) r-TO±*ffe*^ R2 2 {±g ^^tL 
TV>T& «fcv>7 * fett*tft*KTv»rt J:v>li»3--8 ******** 
1") 

Rl7 > Rl8 N Rl9 N iSitfR 2 O^i-^tTK^T-^^-T^N 3b*W± 
R 17, Rl8, r19, iJilTR 2 0©v»fii*»-otfclir o^Nny^JS 

R2 1^ - (CH 2 ) t-R6 1 (tttl~4^)it^U R6 1(±|^D 

co 5 - 7 M^m^:* ; i-ro tf/Hfe ; TKBfclfeK J: *) *ms *t-r v»t * v> t 

-y^*; Ci- 4 7;V3+»>i; ifctt-NR6 2 r6 3 ( R 6 2fcj;tfR 
, i/ilil-3«OC i-4T^*>uaf^J: *)****tTv*rt J:v»5~7Jlft 

**>» * * t&m&mf tfx&o 

[0 0 4 0] 

^ (II) (Dit&MVZVfttLismtLXt*. 

R 1 5j3j;t>*R 1 6^-0- (CH 2 ) r-H (r (±1 ~4<Ott^U - 
(CH 2 ) r-^l^ttit^S) Sr3fe-f**, *SvMiRl SiJilfRl 6© 
v^-ftt^— o**-0- (CH 2 ) r-H (rfil~4tf>g$:£*U - (CH 2 
) r -nfrmm%kX~1bZ>) W%&-0- (CH 2 ) r-R22 ( rl i 

l~4«^iU - (CH 2 ) r-8C^t±***-e*0. R 2 2jig&£*L 

■*•) fc*U 

R 17, R18, R 19, *5J:tfR2 0 ^-r^r^lE^ Sr*-T^ ; R 1 
7»tIW*U Rl 7, Rl9, feit>*R2 Oftw&mtt-r*; R 1 7 * s 
^ny'/ig^ Ci- 4 7M^i, £ £liC i - 4 7;V3^vi^U R 1 
8, R 1 9, *J:^R2 O^jRuc^-Sr^-t-^; **v*ttR 1 7 43j;tfR 1 9*t 
/m^^Ts Ci- 4 7Wi, ifclAC i - 4 7Jl/3^vi^U R 1 
8feJ:^R2 0^*^**1-, 

R2 1^ - (CH 2 ) t-R6 1 (t»42* fcti 3 *>SE&£*U R 6 1 
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_ 4 r J: fr-c^r % £ 5 ~ 7 Jkm.mmft&*&1rit&m s 

[0 0 4 1] 

^ ( I ) ^b^oftf* Lwftjfc ltli> ^}£Wcfe*4£fr&4t^t> 1~77 
[0 0 4 2] 

^ (i) oft^iiw (id <Dfc&mizv>m¥±wm-z*i2>tet-t2> 
ai^ x n & r ;w * v ±m * tz \± r )v * i ) ±m&m tdBL -7 * ft**«au mm 
3tmm> «mm> y>wi, >u 

7v;vf, 9 MtfS*^ -7W>M 

[0 0 4 3] 

ft (i) <Dit^m^ ^xyft (i i) (D^m^mmmmtir^^t^x^^o 

[0 0 4 4] 

(i) <oit&m& a vft (i i) ^x.^ x^-aim^^ 

-Al 1 i:U;^ot«^o *|&W*=J:&^^W«>^^R*ffi*** 
[0 0 4 5] 
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[0 0 4 6] 

[ft 6] 




4_^ an ^y i; y^^^ittc^^^-Cti. 0Ji(^ Org. Synth. Col. V 
ol.3, 272 (1955), Acta Chim. Hung., 112, 241(1983) teWWO 9 8/4 7 8 7 

3^^fa^$^t^HfflW#^^^^^^"t'^-^^^ ;5 >o 2— r^yr-feh 
($i x. (f> * * ->ttfls y > ) *>#*et-c£js z-&&£4-?vu*yv>m 

[0 0 4 7] 
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o 2-r^;%M^m^*T)\'mmmmm%mm n, n-v^;v 

[0 0 4 8] 
[0 0 4 9] 
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[0 0 5 0] 

[0 0 5 1] 

[0 0 5 2] 
[0 0 5 3] 
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[its] 




h^J: 0~ hni^iAti-&o **-A 1 ^IWI^CLTlT^Oo 

[0 0 5 4] 
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[0 0 5 5] 
[0 0 5 6] 

Mb 9] 




T'^mUfc^ -hnftSJ ftflKBBI-Mt) fcffc 

o 
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[0 0 5 7] 

[0 0 5 8] 
[0 0 5 9] 
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0:< 
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lit i o] 




to / \ 

cc o 
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vK) ^H*5^T^& (#iRl*\ TK^b^h'Jf A) 0^«T> 4-^nn^r/ 
y U ^!i*flt*&v»i±«£+&**vrij vBfft^^^c 4 - ( 

[0 0 6 0] 
[0 0 6 1] 



mSE# 2003-3100145 
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FI2 0 0 2-3 1 4 6 7 0 



[0 0 6 2] 



Hfcl 2] 






[0 0 6 3] 
[0 0 6 4] 



fcBfE# 2003-31001 
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(0lx.tfN, N-^m^75 K^s £tBfe*V* 
A<*>3ftET\ ^uy>itr^)V (RHa 1) ft$£ 
RJS*/Bv»T, 7iVW^3-;V (ROH) "CT^MbEJft 

#<£><> 

[0 0 6 5] 

*&v>»±i^, 'J >ft/:f±^rtv*'J >gt<0 6te**v>tt7&K#^>tt 
if, H3frffcT/u*-*A) o^«T, in****-*"* *y 'J ^fc&v* 

ti^vv ><7)6{i*)^v^i7^7K^T^^^y u ^8t*#*&w±*i£-t- 

&o 7Km&(*> #IxJ±\ ^f^aifc* N, N - v ^ -f- 
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[0 0 6 6] 

WO 0 0/4 3 3 6 6lCfamo^^#RSLT^-r^-<l:^-e|i^o 
[0 0 6 7] 

f 1 1 3ii> m. ixi%&£zF&MnMm^&\,*xte<§&m.Lx\<*z>zb 

#»e**t-rv»« (Shibuya et ai., Oncogene, 5: 519-524, 1990; 0. Rosnet 
et al., Genomics, 9: 380-385, 1991; 0. Rosnet et al., Oncogene, 6: 1641- 
1650, 1991; 0. Ronsnet et ah, Oncogene, 6: 1641-1650, 1991; W. Matthews 
et al.. Cell, 65: 1143-1152, 1991) 0 
[0 0 6 8] 

(K. Mackarehtschian, Immunity, 3: 147-161, 1995) o 
[0 0 6 9] 

ttzs FLT3 V if> KO/ y*7?7 Y~?t7XX*&, ^$k$*<D&inMMJ&. # 

km. &zxmm. mm, v >sw+n#^fo<otf&* t &x>btix\<*& a j 

. McKennaet al., BLOOD, 95: 3489-3497, 2000) 0 
[0 0 7 0] 

Htw, &&#im&m.m (cmd k&^x, m^m^im^xm^m^^ 

F 1 t 3<D&m&m\\1r2>mm't>sW&ZfrX^& (Iwai, T. et al., Leukemia, 
11: 1992-1993. 1997) « &Jcto F 1 t 3 K#|<£ri ? jSCL «9 
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[0 0 7 1] 

^ fttt#HttgM (AMD EttF 1 t SOftHftWimS*!* 
CM. Nakao et al., Leukemia, 10: 1911-1918. 1996) . F 1 t 3 

©flWKMSfc**:* exonll/12 0-S^**ftrt^ 1 0 ~3U 0 b P 5g 
EOS^a&ffiWR** (internal tandem duplication: ITD) Z&Z.1ri><DX- 
, AML*tO*2 0%, (MDS) MhOtt 5 

(S. Yokota et al., Leukemia, 11: 1605-1609, 1997) . ttz. Fit 3 *fe 
^^^M (FLT3-ITD) fi> AML^WIS^^I) £ (H. Kiy 
oi et al., Blood, 93 : 3074-3080, 1999) , ff»AMLt?«IW»i:WW»* 

tu/co t/w, F LT 3 - I TDHftfitl±SM^^i^»^ fc ^>i<b 
'*K«rofc (Y. Nakano et al., Br. J. Haematol., 104 : 659-664. 1999) . 
[0 0 7 2] 

Z.<DSL7K, F 1 t 3^Lfr>^tMSl^f«±> ajUUMfcOJi* • 
i-^ifcHJ:*). F 1 t 3*«SL^'>^t^ei^^ ifif^ Fit 3* 

[0 0 7 3] 

* (I) -OffrMH*, F 1 t 3 iS'J >«Mfc*IB#Lfc (KWUfcMlM) 
o * (I) »ft-fr*tt*fc. thSlL#l«W*^**MV4-l l^if^*^ 

[0 0 7 4] 

* (I) (7)>fb^^J:t>^O^Ji^#$tt^^J:ti 5 Wfa^(i. 
[0 0 7 5] 

F 1 t 30iS'J yiftjbOB*^*^*^**^!*^**"^**^*^ 1 '^** 



tBSE# 2003-3100145 



2002-314670 A ^-v I 38/ 



[0 0 7 6] 
[0 0 7 7] 

****** Ji^sft-affifrfc t cmiLSR^tt^-r&xesr^-c**. f 

[0 0 7 8] 
[0 0 7 9] 

> ftTtt^ uhk4s ov»r*t^ota:-^wt?. Khano'tna 

[0 0 8 0] 

fc**«*»rs>*u gNiP»kLT»i. ffiMflU &au t---/#j> ******** 

[0 0 8 1] 
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[0 0 8 2] 

^j^lf, 9)V9, ^fTr/I^^y^A, #yxf vy^'ja-^ ^fcflL 
[0 0 8 3] 

sfc. ±c£4ttNii. &XK*i>mmm+ phpispk aafeflaau 

*r**in LT*i6-r * - ^ # & 0 

[0 0 8 4] 

SS^SJ&^O. 5-5 011%, fftl<^ 1-20*4% 

•Cab So 

[0 0 8 5] 

«*©**KJfcDT»£ifc£3*L*^ »4 L<«4, 1-10 Omg/kgOfEH-C 

j&»k i*t*i s iiatfctt»ii^tr»:4--r&o 

[0 0 8 6] 
[0 0 8 7] 

fcv\, -ffrfr*to 1 - 7 7*^jSi-*fc*J=*R*««-^*^ 0, '*" i: * 4 - WO 9 7 
/1 7 3 2 9, W09 8/4 7 8 7 3, WO 00/43366, 43 i^Wl 
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1- 1 5 8 1 4 d*te>0&«»C|B*$*t-CV^^ 

[0 0 8 8] 
Hfcl 4] 
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-4 
I 

K 

[0 0 8 9] 




A3 

A 
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4-T$;7x/-;V (12. 21g) , tH^A^^vK (28% * 
? ;-)VmWL. 2 1. 0 7 g) £N, N-y^W-fehT^ K (14 0ml) 
fc**LS»-Cl!$m*#Lfco aftET»«fc*«*U 7- (^>v;v**v) 
-4-^nn-6-n + v^>r/ (21. OOg) > N, N-v^^T-fe 
h7=K (2 10ml) 2 0 *C"C2 2WFlW«^Lfco MEET?#$£&@* 

U 7fc£3 0 OmlJnitlia-e4«fl!a^t3to itlRSriia, <£*U BKKPft 
^2 4. 9 0 g, JR¥ 9 6 %-C#^o 

[0 0 9 0] 
1^M2 (IEOH-2) 

7 _ v) -4-^on-6-^Rv^y)> (9. OOg) 

x 3-7JVtn-4-^hn7x/HV (5. 6 6 g) *jrvw<><1£> (6 0 
ml) ^irax.1 2 0X^2 lBtWm^t^o JSJS&K^nn^VA (100ml 
) > 7Km^± h 'J ^ AtK»« (TfcMSi- h i ;^A2. 4 g SrTfcl 0 0 m 1 

m*^* (i/i) x~ffifr, mm, •a»LBWfci-«fls'6**i o. 3 9 g, jr 

s£8 2%-et#^o 

[0 0 9 1] 

(JEiL3J 

7- (/vtyy'^t^fy) -4— (3-7HD-4--I > 07x;^y) -6 

-pfh^v^y;>(4. ng) , iatftT (2. 6 2 g) , *5«tt>* 

3E»(12. 8 0g) t^^y'-A' (8 0ml) Cix., 1 0 0 ICC 3 B#Mm# 

t^o r£*^^u ii^iiL^o te^fc**- Y\zm\fim*.mi- \> 

1-*fls#W* l . 8 o g, JR3M 7 %-c#£o 

[0 0 9 2] 
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7 _ (✓o^;i/^-i|pv) -4-^nD-6-^f+y^t , / , J> (5 0 0mg 
) > cj- y j - n -zf^-)VT W K (2 3 Omg) *^^;V^-f-;V^ 

h> (2 0ml) Kin*.*: (MA) o 4-7^7x;-;V (270mg) > 
Tfcgtfb^ MJ *A (9 9mg) (10ml) fcjqx.fc (SifcB) o feflLAt 

u m^MWii- v v v Ax*&mLtzo m&rmm^^Lxn 

[0 0 9 3] 

%i-atH9il5 : 2 - 7 ^ / - 5 -^>y>t»v- 4 - ^ h^v7-b b 7x / > (M 

3' , 4' -^tKn^y7-b>7x/> (2 0. 1 g) £N, N-:/*^^ 
*;VA75 K (3 2 0ml) C^L. Rm^^ (2 4. 4 g) ££^3^ 
it^f-)^ (2 0. 5ml) £3JP;U 5 5rT— HM^L/io Rj£$£7fc<£U 1 
0% mmTKM^JElP^mtt^LT^o ^nn^A^ox.> 2 StttB tfc c ^fn 

N-/^^A75F (2 0 0ml) Ki#®£U 'J *^ (21. 8g 

) , fh^yw^-^Aa-^K (4. 8g) ioZ.Tf'Oi'JVyu^ V 
(18. 9ml) £jtox.> 1 0 0^T-lB#F^^U7^o fcZMx., *nn*;VA 

o (95ml) fc»»U 7K^Tf&«5im (13. 6 m 1 ) 

^^L-foJnx., tSf3W#Lf: 0 ?X^T> 1 0 %7»ft-7- h v A tK^ 

mLtzo #&*^H#fc.x*/-/i/$:jnix., i o o^^b^L^o tK (2 

0ml), 7>^7A^n') K (2 1. 1 g) *5<J:tKffi|&%* (1 1 2 g) * 
jjO;i> 1 0 OtflWU:, RJ£i££^v^-Mc;5jtU ?nn*M- 
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*^D7h/97^-i:j:o»«u mm<r>it^m^i 3. 1 g, jr^3 7% c 

[0 0 9 4] 

lH-NMR (CDC 1 3 , 400 MHz) :2. 39 (s, 3H), 3. 89 
( s , 3 H) , 5 . 0 5 ( s , 2 H) , 6 . 2 5 ( s , 1 H) , 7 . 15 ( s , 
1 H) , 7. 2 9-7. 4 5 (m, 5 H) 

2 _ 7 ? ; _ 5 -/<>y>t ^v - 4 - ^ f^fy 74: h 7 x / > (13. lg 
) , f f7tKD77> (feJO 2 0 0ml, HJ A * h K (13. 1 
g) &2JD;U MT?3 0fr«WU. ^f^^r^ (19. 4ml) * 

TX-WMLtZo lO%Mmfo*M7L. tttt*SW4KLt, ^nn^^^Di 

^77^-Cil)ffiSU gl^ttll. 5g, JDU£8 5%-C»fco 
[0 0 9 5] 

1 H-NMR (CDC 1 3, 4 0 0MH z) : 3 3. 97 (s, 3 H) , 5. 1 
9 (s, 2H) , 6. 28 (cU J = 7. 3Hz. 1 H) . 7. 02 (s, 1H 
). 7. 29-7. 41 (m, 3 H) , 7. 47-7. 51 (nu 2 H) , 7. 
71 (s, 1H) , 7. 86 (cU J = 7. 3Hz, 1 H) 
«nfrfl«7 : fi-^>s?;w*-*->-4--»qq-7- * i^->-^/ 12 > (Mii 

6-^>y;Vt^y-7-^ f^y-4- + /n> (2. 4 g) , v-TV/n 
tf;VT^> (7. 4ml) , t^vM'J > (2. 0ml) fciJDx^ 1 1 0 *C"C 
ttJET-eiftHSL;fc&. ?aa*^ ***in;ifco 2 8%T 
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*KT*»U Wl^byf AH-CWMfe. »i«r«ET-C«*tft. **-f 

»U m&<Oit&&* 1 • 6g>H$63 %-C#/io 
[0 0 9 6] 

1 H-NMR (CDC 1 3, 400 MHz) : 5 4. 04 (s. 3H) , 5. 3 

2 (s, 2H) , 7. 32-7. 44 (nu 4 H) , 7. 45 (s, 1H) , 7 
. 49 (s, 1H) . 7. 51-7. 55 (nu 2 H) , 8. 57 (d, J = 4 
. 9Hz. 1H) 

Rl^lfi (ESI-MS, m/z) :3 0 0 (M+1) 

4 _ j- (6) 7_v^ h^v-4-^r/';;v) **v\| -3-7nn--hn 
(4. 3 g) Bnn*H (2 0 0ml) U «flST * 5 - * 

A (1 0 g) fcflliU 2P#iM&iSmL*o iWtfl*«tt«»<* (2 0 0ml 
) fcftliU W« B B B (6. 5g) SrfcflfcLfco 

K (150ml) fc**U CL:KKjfcJ|fc* y * A (9- 0 g) SitfttflS 
^✓5/* (4. 5g) 5^Fllfit:t1t#L^o Sm^^H:tfflffit 

iMb^*-* (l : 4) I*J:l)«iOft«*l. 4 s> ^ 2 7 
[0 0 9 7] 

1 H-NMR (CDC I3, 400MHz) I 4. 04 (s, 3 H) , 5. 26 
(s, 2H) , 6. 57 (d, J = 5. 1Hz, 1 H) , 7. 15-7. 47 ( 
m, 6H) , 7. 33 (s, 1 H) , 7. 47 (s, 1 H) . 8. 02-8. 0 
5 (m, 1H) , 8. 13-8. 16 (m, 1 H) , 8. 57 (d, J = 5. 1 
Hz, 1H) 
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2, 2, 6, 6-f>9^f'^Vf'<y^> (2. 7 8g) £&t7K* n n A 
(8 0ml) legist, h'Jxf;V7^ (10. 1 g) £3jP;i> $Ev>-C$*7fc? 
nn^M (5ml) ^SLf^on^'j t^y'J y 9? 9 y9 Kxf;vxxf 
;V (5. 4 0 g) fcO'CKTinx., Si&KT2 0^W«^Lfc. f&ftlfclfcfc*'*- 

*y;^7A^7l>/77^(:tSSU n-^^-9-> : S^f^ (4: 
l) ^ii^JSEKT&ffi'u n- ($"; -2, 2 

6, 6-fb7>tf^^ , Jy>i4. 5 0 g> IR^9 4%OliX^T-#fCo 
[0 0 9 8] 

1 H — NMR (CDC 1 3 , 4 0 0MHz) 10. 85 (t, J=6. 8Hz, 
3H) , 1. 46 (s, 12 H), 1. 67 (s, 3H), 4. 25 (q, J = 
6. 8Hz, 2H) 

N _ (^iJt^v'V^xf^xxf^) -2, 2, 6, 6-f 
/<ijy'> (4. 5 0 g) h7t Ko77> (10 0ml) KjgjffU Ott: 
XikMikT ^ ^-^A'Jf >)A (2. 14g) tiox-fc^ 1 B$Htn8ftj5SftL;fc 

0 SESH- h 'J ? A • 1 OTfcfn^^ifiJof^SriaU -fev^ HcT^jflLfco 
»e»*L4%jl«[*«ET-eiftWL, ^S^b^4:3. 4 0 g, 1 0 0%"C 

[0 0 9 9] 

1 H — NMR (CDC 1 3, 400 MHz) : 1. 02 (s, 12 H), 1. 4 
1-1. 65 (m, 6H) , 2. 6 8-2. 7 2 (m, 2 H) , 2. 95 (b r 

s, 1H) , 3. 4 1- 3. 4 5 (m, 2 H) 

ji^n/i - 3 - (3. 3 — >j >u) -^^rmmm 

2 g) &^nn*;VA (10 0ml) Ki##U b'lxW^ (2ml) & 
i&bnLfco h 1 J*X$*> (lg) O^nn^H (4ml) v#f£&?&TU MS 
T3 0^i#U: o 3, 3-'^f^W5> (m^H^B) (7 5 0m 
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0 0 2 -3 1 4 6 7 0 ^ ^-v : 47/ 

«ETT?»* Ufc. ^v-K^nn *iUA/T* h >-C«W-r * ~> 'J * **** 

w?Yy77<-^£t)mm\^ 1- [4- (6, 7-s^ f^y-^^r/- 

4-4****) -7^*] -3- (3, S-V***-?**') 
1. 7 0 g> J|W5 9%T?#7to 
[0 10 0] 

lH-NMR (CDC 1 3, 4 0 0MHz) : 0. 9 3 (s, 9 H) , 1. 4 2 
-1. 46 (m, 2H) , 3. 2 7-3. 3 2 (m, 2 H) , 4. 03 (s, 3 
H) , 4. 03 (s, 3H) , 5. 03 (br, 1 H) , 6. 44 (d. J = 5 
. 3Hz, 1H) , 7. 11 (d, J = 9. OHz, 2 H) , 7. 41 (s, 1 
H) , 7. 43 (d, J=8. 8 Hz, 2 H) , 7. 55 (s, 1 H) , 8. 4 
6 (d, J = 5. 1Hz, 1H) , 8. 84 (br, 1 H) 
fi*#*Hfc (ES I-MS, m/z) :4 2 4 (M++1) 

!_ [ 4 _ ( 6 , 7 -^>drv-^/'J>-4-^^t^y) -^i-*] 
_ 3 _ ( 3> 3 _, > ^f,v-7'f^) -)V7C^/-^2 0mK ?nn* 

^:yxf;vx-f;v^Di^.aU 1. 7 5 g> JR*9 1% 

[0 10 1] 

lH-NMR (CDC 1 3, 400 MHz) : 0. 92 (s, 9 H) , 1. 45 
-1. 49 (m, 2H) , 3. 2 4-3. 3 0 (m, 2 H) , 4. 10 (s, 3 
H) , 4. 14 (s, 3H) , 5. 98 (br, 1 H) , 6. 48 (d, J = 6 
6Hz, 1H) , 7. 02 (d, J = 9. OHz, 2 H) , 7. 65 (s, 1 
H) , 7. 72 (d, J = 9. OHz, 2 H) , 7. 88 (s, 1 H) , 8. 1 
8 (d, J = 6. 6Hz, 1H) , 8. 84 (br, 1 H) 
Jt*#*H* (ES I-MS, m/z) 14 2 4 (M++1) 

ttj^tA i ; i - L3 a l ? - 7 ^ p " 4 " r 
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4 _ [ (7-^>v;V**v-6-^ h^r->-4-^/ V /W) *^r^] -2- 
7;V ^ n _ T -i ;> (fflHJK3H.A) (3. Og) SrAt7K^nn*;VA (10 0m 
1) K:?8#U F'JxW5> (3. 9g) *1)Utl, Iv>tft7R?nn*;VA 
(5ml) K»»Ul'V7*xr/ (2. 3g) SriJIlx., t&:t3 0^ 
L7to &v>-C&7k*nn*;i/A (5ml) H^»b7t3, Z-i? 

(tt«Cfl-B) (l. 6g) fcHniU lH:-c«e>feil»W»U. Ml 

a : (9 8 : 2) i^if) l- [4- ( [7 v;v**v- 6 - 

^ ij v_ 4 _^;v^-^~>] -2-7Kn7x-;P) -3- (3, 

3_^^^-;V-^;U) 7V7^3. 9 g , JRSp 9 7 %*>J|WC»;fco 

[0 10 2] 

1 H-NMR (CDC 1 3, 4 0 OMH z) : 0. 93 (s, 9H), 1. 43 
-1. 47 (m, 2H) 3. 26-3. 31 (m, 2H), 4. 01 (s, 3H 
) , 4. 78 (b r s, 1 H) , 5. 30 (s, 2 H) , 6. 45 (d, J = 
5. 4Hz, 1H) ,6. 57 (b r s, 1 H) , 6. 8 8-6. 9 5 (m, 
2H) , 7. 2 8- 7. 4 9 (m, 5 H) , 7. 4 4 (s, 1 H) , 7. 5 0 ( 
s, 1H) , 8. 14 (t, J=8. 8Hz, 1 H) , 8. 45 (d, J = 5. 
4 Hz, 1H) 

±ta-e#<b*Uzl- [4- ( [7-"«'3>***3/-6-* 
_ 4 _>f;V^^V] -2-7WD7z-;V) -3- (3, 3 -V 
)V) *JVT (1 1 g) KYV7)VJrumfflL (2 0ml) &iLTf**>W7*> 

m dmi) immL, i^mmmMm.Lfz 0 mm^m&T^^L, %h*iz> 

^rai'^flnx., 1 0 %7m.it1- h W 2+mfoKXifcWL*\*&V> H7tU # 
fc*l*ifcl»»**ttU 1- (3, 3-v^^;V-^;W) -3- 
n- 4 - (7-fc Kn^*>-6-^ b^v-^/U ^-4->f H#y) -7i 
-^vT*#7t 0 #<b*L*l- (3, 3-y^^;V-^;V) -3 
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2002-314 670 ^ 49/ 

- [2-7^*n-4- (7-KKD*'>-6-^h**>-*^y>-4->fJl' 

3- 3. v) -71^] (1 0 3mg) ^ R^'J (1 6 6mg) , 

4- */M*»;>«H* (ffi»««»C) (6 9mg) IC, N 
f N _^fWA7n' (2ml) Srimit, 7 5-8 0W16PWWL 

! _ ( 3> -3- {2-7;V^n-4- [6-*h**> 

_ 7 _ ( 2 -^;v*'J>-4-^;v-^V*v) 4-^**^] 

[0 10 3] 

1 H — NMR (CDC 1 3 +CD 3 OD, 4 0 0MHz) !0. 96 (s, 9H 
) , 1. 4 5-1. 51 (m, 2H) , 2. 72 (br, 4 H) , 3. 02 (t 
, J = 5. 6Hz, 2H), 3. 28-3. 34 (m, 2 H) , 3. 78-3. 
81 (m, 4H) , 4. 02 (s, 3 H) , 4. 40 (t, J = 5. 6Hz, 2 
H) , 5. 16 (br, 1H) , 6. 51 (d, J = 5. 6Hz, 1 H) , 6. 
89 (dd, J=2. 7, 11. 2Hz, 1H) , 6. 91 (br, 1H), 6 
. 9 5- 6. 9 7 (m, 1 H) , 7. 52 (s, 1 H) , 7. 55 (s, 1 H) 
8. 24 (dd, J=9. 0, 9. 0Hz, 1 H) , 8. 46 (d, J = 5. 
6 H z, 1 H) 

K453-*Hit (E S I -MS, m/z) : 541 (M+ +1) 

1 _ ( 3> -3- {2--7;V^n-4- [6-^h^r 

, > _ 7 _ ( 2 -^;i/*V 4-^-^1* -*SV>- 4 -'f^t^y 
] _ 7i -;v| -7VT (42. 7mg) £*nn*;VA (1ml) 
(lml) Kv£ri>U ^k*3R^^^-^*JHlx.^ x;^l/-^-C»«U> 
7t?«JEEI£»U W&Ott&m (4 8. 9mg) 
[0 10 4] 

1 H — NMR (CDC 1 3 +CD 3 OD, 4 0 0MHz) :0. 96 (s, 9H 
) , 1. 4 5-1. 5 1 (m, 2H) , 3. 2 2-3. 3 2 (m, 4 H) , 3. 
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7 1-3. 8 0 (m, 4H) , 4.0 0-4. 10 (m, 5 H) , 4. 18-4 
. 28 (m, 2H) , 4. 94 (br, 2 H) , 6. 84 (d, J = 5. 1Hz 
, 1H) , 6. 97 (d, J=9. 0Hz, 2 H) , 7. 64 (s, 1 H) , 8 
. 0 1 (s, 1H) , 8. 3 8 (t, J = 9. OHz, 1 H) , 8. 5 7 (d, 
J = 4. 6Hz, 1H) 

R*$HHa (E S I -MS, m/z) :5 6 3 (M + Na) + 

( 2 -t?^^y^-l -^^-J-^^^> -jpy ') >~4- 

ffrfrW4 1 "fcWMSfcfcL-C, 4- [ (7-^V^t^rv-6->h^v-4- 

;vrf-;vr<> (fflSMKfl-B) ^^^ILfcl- [4- ( [7-^>v>t^f 
. > _ 6 _^^y_^^-4-^f;vt^y] -2-7Hn7x^JV) -3 
- (3, V 7 > v Mt 1 1# f, tifc 7 - H Kn 

^v7l/7#*Sft^v^^^ A 7^ K (100ml) Ki&#U £fr 
HJ£»#V*A (18g) > (ffilfclWH-C) (1 

1 g) £*n;L> OttimWPLfco mfc^^TWlffiLfcfcl&fl:** 

w^»^n-Mt> (2 : i) (Dfc&mmKxim&zwL 

1- |4- [7- -6-^ h^rv-^r/ 1 ; >-4->f 

_ 2 -7^tn7x-;H -3- (3, 3-^^^-^^) 
7. 7g, lR^74%OWT^o 
[0 10 5] 

1 H — NMR (CDC 1 3 , 400 MHz) I 0. 94 (s, 3H) , 1. 44 
-1. 48 (m, 2H) 3. 26-3. 32 (m, 2 H) , 3. 91-3. 95 
(m, 2H) , 4. 0 1 (s, 3H) , 4. 4 1-4. 4 5 (m, 2 H) , 4. 
79-4. 81 (m, 1H), 6. 47 (d, J = 5. 4 Hz, 1H), 6. 5 
5-6. 5 7 (m, 1H) , 6. 8 9-6. 9 6 (m, 2 H) , 7. 4 0 (s, 
1H) , 7. 51 (s, 1H) , 8. 10 (t, J=8. 8Hz, 1 H) , 8. 
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^2 0 0 2-3 1 4 6 7 0 ^ ^-v : 51/ 

4 7 (d, J = 5. 4Hz, 1H) 

±IBt?#f>tt7tl- |4- [7- (2-^aaib^'» -6-*b*v-* 
y vj > _4_^;v^-^v] -2 -7;v*n-7^-;v| -3- (3, 

9V7(1. 9 8g), ikM**) ^ (2. 82g) , *J> ( 

W»«»D) (2. 02ml) i:, N, N-^fWM75K (80ml) 
SrjJUx., 7 0-7 51CC1 7B*W«#t/So tf^'jvV" (W»JK«-D> (0. 8 
m 1 ) £it*n Lfco 3 <5> 70-75 *Ct? 23 Bf t fco Rfcifcfc** X Xf 

fmx-Tn'&tinz-. ffcrnj^v-ettmu ^^tK^t^l. ffi&Bft^h 1 ;? 

^1-^7^5^- (^V- Kill) h ^7 7^i:d: »)ffl!U 1 - (3 

3_ i ;y^;V_7'^-;V) -3- J 2 -^V^n- 4 - [6-* Y*is-7- ( 
2 _tf/<i;y'>-i-^;l/-xbdry) V-4->f)V***>] "^x- 

;H --^1/7*1. 6 9g, t$7 8%t#f:o 
[0 10 6] 

1H-NMR (CDC 1 3, 400 MHz) ISO. 95 (s, 9H), 1. 4 
3-1. 5 2 (m, 4H) , 1. 6 2- 1. 7 0 (m, 4 H) , 2. 5 3-2. 
62 (m, 4H) , 2. 92 (t, J = 5. 9Hz, 2 H) , 3. 24-3. 3 
1 (m, 2H) , 4. 02 (s, 3 H) , 4. 32 (t, J=5. 9Hz, 2H 
) , 6. 48 (d, J = 5. 4Hz, 1 H) , 6. 8 7-6. 9 7 (m, 2 H) 
, 7. 38 (s, 1H) , 7. 52 (s, 1 H) , 8. 19-8. 26 (m, 1 
H) , 8. 4 3 (d, J = 5. 4Hz, 1 H) 
Sft^Mfrfii (ESI— MS, m/z) : 5 3 9 (M+l) 

1 - (3, 3-vV^;W-r^;V) -3- |2-7/M-n-4- [6-^b^r 

- 7 - (2 -k?^u 1 -^f;v-^b*v) y >-4-^f;v*^'> 

] _ 7l -;i/| -7U7i:^^^-^20ml, * n n A 2 m 1 &ijnx.T» 

;v*ira*.*«u mmvitG®* 1 . 7 5 g . «*9 1 %-c#fco 

[0 10 7] 

1 h-NMR (CDC 1 3 , 400 MHz) : 5 0. 93 (s, 9H), 1. 
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^pP2 0 0 2-3 1 4 6 7 0 ^ ^-v . 

4 6- 1. 5 2 (m, 2H) , 1. 7 8- 1. 9 6 (m, 4 H) , 2. 13-2 
. 27 (m, 2H) , 3. 03-3. 12 (m, 2 H) , 3. 21-3. 27 ( 
m, 2H), 3. 68-3. 83 (m, 4 H) , 4. 05 (s, 3H), 4. 8 
7-4. 94 (m, 2H) , 6. 82 (d, J = 6. 6Hz, 1 H) , 6. 87 
-6. 96 (m, 2H) , 7. 58 (s, 1 H) , 7. 97 (s, 1 H) , 8. 
3 0-8. 3 3 (m, 1 H) , 8. 56 (d, J = 6. 8Hz, 1 H) 
«*5MJHt (ESI-MS, m/z) : 5 3 9 (M+ 1 ) 

ifc£lL5 o:i-i?-*p p -4-r6-* b*->-7- (?,-y:^w>- 

2-4 fr-x.yari') ; v >- fr**^ — M -3- (3, 

2-^>Jv>x^;-;V (tBUMA) (1. 9 3g> 15mmol) 
t>*Hjj^;VT^ > (5ml) *^na*H (2 5ml) K&MLfco vte 
r t Y (3. 3g. 15mmol) £?nn*;l/A (5 m 

-e*i*Lfc 0 Rje*Sr*»L3to ZCX~%h*ttzi)C&m (1. 5g) > h 1 ^*- 
r:***?* > (1. 5g, 5. 7mmol) SilTl- {2-*nn-4- [ 
7 _Vi Kn ^->-6-^ h*">-*VV > - 4 - >f ^ * * '>] -3 
_ ( 3f 3 -*J**f-)V--7?-)V) -*7VT (ffll&Mfl-B) (1. 12g, 2. 5 
mmo 1) ^rh7U'n7^ (3 0ml) fc#*U OlCfclWPLfco 4 0 
% v'jcf - ;v T 7v # ;i"J?3r ->7-f (8ml) ZWJm U ^ifit-M L 3 H $lW$ 

7^-^fflv>T. ^an*^^-^ (15/1) -CftBBU tert- 
m, 2 - [ ( 14- [3-^nn-4- ( i [ (3, 

- 1 -tf^V itvfjfr&^-i/ys— h fcWfco #:^> t e r t -f 
+ » 2- [ ( 14- [3-*nn-4- ( I [ (3, T 
fc/M^/Uj T^/) 7xy^r->] - 6 - * h * v - 7 -/ 'J >M 
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53/ 



v) - 1 -e^^>#JV**3rvW MC2 5% h U y)V*U**Mfe 

^5 0 %> 6 9 4 mgo 
[0 10 8] 

Ki5H/Hi (ES I -MS, m/z) : 5 5 6 (M++1) 
lY^rM fi 1 : l- (J a— JtQ -3 ~ (2-?>M-n-4- 1 
fi - 7- r?.- (2. 2 fi . 6-fh^ ^-^'ir/-l- 
— Xh^l V-4-^JV^vt -7 J-fr) -frV7 

(4 5 0mg) (ffl»M*A) *J:tfiBlH9-e«tLfcN- (2-KKn 
-2, 2, 6, 6-f b7HKD^'Jy> (5 0 0mg) 
WMB) ^rf7tKn77> (40ml) £j&«|U -*UC b «; 7 a,~;u-7 * 
X7 -f> (1. 8 0g) *J0;U 10 5Wl*»:t»U. £*UCS*x.*-*T 
^ m , >wt> (4 0%f^ll 3. 2ml) &flnx.> £fi£-C 2 0 

Stb')7Ai:t», «ET«*^lfco #&*l*«9W*->ij*.** 
M7A^-7h^77^i:tffilU IB**** (l : 9 9) 

©»#*»:T*ffiU 4- (3-7;i/tn-4-^hn7x/^» -6-* 
b^v-7- [2- (2, 2, 6, 6, -fhf^f^'J^) ^h*~>] 
^/V>*3 15mg, J« 4 9 %T*#7^ 0 
[0 10 9] 

4 _ (3-7^tn-4--fD7x;^/) -6-* h^rv- 7 - [2- ( 
2, 2, 6, 6^ -rf7^f;V^'JvV) ^h*v] (315mg 
) fc^y-* (3 0ml) Zti\li$.itT>*~7^ (17 0mg) 

(8 2 0mg) *mz.tz®L, smnmmMmLtio -t7^M:t^»i 

TtttttLfco #M ****** 1- U^AtcrfaMfc, *ET Lfc 
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^■9->:»m^^ (3 : l) ^IMIt:^ffiL2-7;vtn-4- ( I 
h ^_ 7 _ [ 2 - (2, 2, 6, 6-f h9^f^^'^) x ^ 
_4_^ yi ;;v} **y) T- 1 ) >£6 3mg, JRJ£ 2 1 %X~%tz 0 

[0 110] 

2 _-7;vre-u-4- ( |6-*h*">-7- [2- (2, 2, 6, 6-f 1^7 
^^kf^'j yV) xh^ry] -4-*/'J;M t^y) T-V > (6 3mg) 
*jBtfc?uu*)VA (15ml) IzmmL, ZtiKYV^frT^y (68mg 
) &±W)7*XY> (4 0mg) £jjnx.7^L Mz^CT 3 0 tfz 0 - 
*UC3, S-v^-^VT^VT^ > (4 1mg) (m^WMC) ZUtix., ^?mic 
T$<b^lB#F^»t7t 0 »ft b 'J ^ AMt^tMtfct^an*^ 

TflHRU 7nn#;VA (0. 5:99. 5) <^SMI}:"C^ffi 

t^«0^!fe7 Omg, «|9 0%-C#^o 
[0 111] 

1 h-NMR (CDC 1 3 , 400 MHz) :0. 88 (s, 9H), 1. 12 
(s, 12H) , 1. 3 2- 1. 5 2 (m, 8 H) , 2. 9 5- 3. 0 0 (m, 
2H), 3. 21-3. 27 (m, 2H), 3. 96 (s, 3H), 4. 00- 

4. 17 (m, 2H) , 5. 03-5. 06 (m, 1H) , 6. 39 (d, J = 

5. 4Hz, 1H) , 6. 7 7-6. 9 3 (m, 3 H) , 7. 36 (s, 1 H) 

, 7. 42 (s, 1H) , 8. 11 (t, J = 9. 0Hz, 1 H) , 8. 41 ( 
d, J = 5. 4H z, 1 H) 

f?S5M*Ht[ (ESI— MS, m/z) : 5 9 5 (M++1) 

it&m i > vc&m 4 1 > it&M 4 3 > it&m 5 o , & a mt&m 6 1 <o\t^m 

[0 112] 
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Hfcl 7] 




[0 113] 

2 1- [4- (6, 7-y^^y-^^ , J>-4-^f;Vt^v) - 
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2_^f;v- 7 x^H -3- (3, 

1- [4- (6, h ^fv-^^ >;>-4 ->f - 

3_^^-;V- 7i ^;V] -3- (3, Z-Vt+to-TW) -* 

1- [4- (6, hJfy-^r>' i r/-4-'f;Vt^v) - 

2 _pi h^>-7i-JV] -3- (3, - 

x _ [4_ (e, h*y-^>"J Z/— A— 4 — 

3 ^^y-7x-;H -3- (3, 3-v^^;V~^^) " 

1- [3, 5-v?nn-4- (6, 7 - v * h * v-*/ V >- 
-4-^;V^^v) -7*-*] -3- (3, 3-v^^^-y-^ 

x _ [ 4 _ (6, 7-y^>^V- J f/ , J>-4-^Vt^y) - 
2> 3_,>v^;v--7^^;i/] -3- (3, 3-v^^-7^ 
) -7V7 

1- [3-^nn-4- (6, 7 -S>* > * v-^M V >- 4 -4 

_ 7l ;^] -3- (3, 3-v^^^"^;V) 

x _ [ 4 _ ( 6> 7->7 1-#y-^^r/-4-^Wy) - 

2- 7 ;Vtn-7x-^] -3- (3, S-^**-*-?**-*') - 

x _ [ 4 _ ( 6> 7-^^b*->-^^'^-4-^^t^'» - 

3 - 7 ;Vtn-7i-;v] -3- (3, 3 - v^^-T^U) ~ 

1 _ [2-*nn-4- (6, 7 h U >- 4 -4 

-v^-^] -3- (3, 3-v^^-^-^^) -* 
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1 3 



1 6 



1 7 



1 8 



2 0 



2 1 



2 2 
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1_ [3-*nn-4- (6, 7 - V * b v-*/ 'J^- 4 - -f 
-7*-*] -3- (3, 3-v^^;v-v^n-s^v 

1- [3 nn- 4 - (6, Y*z/-*yV>-4 ! -'t 
-7x-JV] -3- (3, 3, 

14 1- [4- (6, 7-y'n^y-^r/ , J>-4-'fWy) 
_3_- 7 ;v^-n-7^-;v] -3- (3, 3-v^;v-v?d^ 
*~>;V) -7VT 

15 l- [4- (6, 7-^b*'>-*/T/-4->fA't*-» - 
3 -7Wn-7i^V] -3- (3, 3, 5-HJ^^-v* 
n^^rv;v) — -)V7 

1 - (2 - s s5 u^'y)V-^)V) -3- [4- (6, 7 —is * 
ij -3-7iVtD-7x-Jl/] 

1 - [3-^dd-4- (6, 7— h^v-*/ y>-4->f 
;v**v) -7x^iv] -3- (2-v^n^^v;v-^-^;v) - 

1- (2 - n^'/'f^-if^) -3— [4- (6, 7-v 5 ^ 
j^^.^y >-4--f ;l/*^r'» -3-7^n-7x-;l/] 

-?V7 

19 i-^;v3- [4- (6, 7-v7 y*i/-*;v>-4-<i)i> 

t + y) -7V7 

x _ [ 4 _ ( 6> 7-^>Jfy-^yjV-4-^Vt + y) - 
7i-JV] - 3 —4 VfU\*)V-*7 VT 

x _ [ 4 _ ( 6> h^rv-^y 'J >- 4 -"f - 

7i-;l,] - 3 -7°U 

x _ [ 4 _ ( 6> h^rv-^r/ 1 ; >-4->f fr** s s) ~ 

7i^;V] — 3 -^^rv;V— VT 
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2 3 



2 4 



2 5 



2 6 



2 7 



2 8 



2 9 



3 0 



3 1 



3 2 



3 3 



3 4 



3 5 



3 6 



3 7 



j_ [ 4 _ ( 6> 7-v'^b^v-^^V^-4-'f^^y) - 
7x-JV] _3_ /^>-f-;i/-.>VT 

!_ [ 4 _ ( 6> 7-y^h^y-^^'J>-4-'f;^^-» ~ 
-3- (3-* h^V-/nii» -^VT 

7x^;v] -3- (2-'^^W5/-x^) -*jVT 
1 _->^ n ^^v^-3- [4- (6, 

x _ [ 4 _ ( 6> 7-v^ b^y-^y V -y-A-Jfr**^) - 
7x^iV] -3- (3-^^;V-^^) -^VT 
! _->^n^^v;V^^;V-3 - [4- (6, 

1- (2 -v^n^^v;i/-J-^;V) -3- [4- (6, 7 —V * 
b^y-^y , j>-4-'f^^y) -7x^] -7V7 

2 _ [ 4 _ ( 6> 7-v* Y* s s-*SV ~ 

-3- (2, 2-y^;V-7"n^) -^VT 
1_ (3 - y^n^y^-7 1 ne;v) -3- [4- (6, 7-v 

x _ [ 4 _ ( 6 , 7-yVh^v-^^ , J>-4-^f^^y) ~ 
va^/u] -3- (4 -*^;w-^>^) -^vt 

x _ [ 4 _ ( 6 , 7~v* Kv-^^ 'J >-4->f - 
7x-)V] -3- (4, 4-vV^;V-^>f-^) ~^VT 
!_ [ 4 _ ( 6 , 7-v* h^v-^r^V* 1 ; V-4->f ;V:t*v) 

-7.x~;i/| -3- (3, 3-v*^;v-r^;v) -^wr 

1 - [2--FU-4- (6, 7-v* b^v-^r/ 'J >-4-< 



mSE# 2003-310 0 145 



2002-314670 A I 59/ 



;v**v) -3- (3, 

1/T 

39 !_ [ 4 _ ( 6f 7_->V h^rv-^y 'J >-4--f ^t^v) 
-7x^] -3- (4-KKD**>-3, 

) -^WT 

40 1- 14- [6-*h*v-7- (2-^'Jy>-l-^^ i 
js^i/) -^;'j>-4-^H^v] -7x^)H -3- (3, 

42 1- |2 -^nn-4 - [6-^^v-7- (2-^>Jv>- 

-3- (3, 3 -v*y ^-fr-y^fr) 

44 : _ ( 3> -3- |3-7;V^n-4- 

45 1- |2-^nn-4- [6-^^fv-7- (3-tTn»J^>- 

| -3- (3, 3->Vf^-7*f;V) -7V7 

46 x _ |2-^nn-4- [6->Kv-7- (3-^'Jv>- 
x -^;v--7°n^^rv) — 3r / 'J >-4- / f^t^v] ~7x-;V 

| -3- (3, 3-y>f^-7f^) -71^7 

47 1- |2 -ynn-4 - [7- (3-yiW5/-7"n^y 
) _ 6 j,i^>_^y i; y-A -4 )Vjr*i/] -7x- >H -3 
- (3, 3-vVf;v-7f^) -^l^T 

48 1- {2-*on-4- [6-;*h*~>-7- (2-fcfnUvV- 
i-^^-i^^v) -Jpy; >-4-< ;v*3rv] -7x^jH 
-3- (3, 3 -v^ ^;v-7*^;v) -71^7 

49 1- |2-*nn-4- [6-^^-7- (2 - tf^'J 
4_ / f;p_ x ^y) -Jfyjy-4-'f^t^y] -7x-jv| 
-3- (3, 3-v^;V-7f;H -*V7 
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1 _ (2 -^nn-4- |6-*h*v-7- [2- (4-^;v 
->| -3- (3, 3-vV^;v-^f-;v) -7^7 

!_ ( 2 -y-nn-4- |6-^h*v~7- [3- (4-*7-JV 

*v| -7i^^) -3- (3, 3-v^^^--/^-;V) ->>VT 
1- (3, 3-v^f-;v--T^^) -3- (4- |7- [2 - (3 
5 i -4 )V) -jch^rv] -6-^h 

1 - (3, -3- (4- 17- [3- (3 

5 _vM?-;i,-fc:^'; v>- l --Ov) -^n^v] -6-^ 

( 3) 3_y^f;i,-yjrn^y;v) -3- j3-7;v^n 
_ 4 - [ 6 _^>^v-7- (2 -fcf^U 1 --OV-J-h* 

c,) _^/ijy-4-^fJ^^y] -7x^| -7V7 
!_ l3--7;v^-n-4- [6-*b*'>-7- (2-^';^ 

| _ 3 _ ( 3> 3> 5-h^fjV-y^nA^y;v) -7V7 
1- |2-7>U*n-4- [6-^b*v~7- (2-^ijv^ 
_ i — f ; V _jLhi!rv) -^y;>-4-^^t + y] 
| _ 3 _ ( 3> 3> 5- h i; ^;v-v?n's*v;w) -^V7 
1_ (2-y^nAi!ry;v-xfjV) -3- I 3 - 7 n - 4 - 

[ 6 _p( js^>-7- (2-tf^iJ 1 ->f;v-ih^y) - 

*J ij y-4-^;H^fy] -7xx;v| -7VT 
1 - (2 -v^n^>^-;v-^^;v) -3- |3-7;v^-n-4- 

[ 6 _^],^v_7_ (2 - fcT^'J v>- 1 ->f;W-J. h^fv) - 

1- (3, 3-v^^-;i/-7*^;V) -3- (4- 17 - [2 - (2 
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^v-^ j >j y-4-4 -2-7)Vtn-7xx;H. - 

1 - (3, 3-v^^;V-"T^^) -3- (4- {7- [2- (2 

1 _ |2--7;V*n-4- [6-*b*~>-7- (2-t?^Uv> 

-i-j )v-x-y*^) -^;r/-4-^;vt^rv] -7xijv 

} _ 3 _ Kn^v-3, 3-v^^^-^^) -*VT 

1 - (2-y^n^yjv-xf;i/) -3- |2-7;v^n-4- 

*S*)>-4->(A>**i''\ -7x^V| -7V7 

1- ( 2 -v^n^>^;v-^f-^) -3- \2-7to*u-4- 

1 - (3, 3-^^^to-zT^to) -3- {4- [6-^h^rv- 
7 - (2 -*JV**; >- 4 -4 /I/ -J. b^v) -^/ i ;>-4--f 
^t^fy] -7x-Jl/| — «3rVT 

1- (3, 3-v^^^-^'f-^) -3- {2-7;vi-a-4- [ 

6 _^>^v_7- (2-^e;v*u >-4 -^r;v-^ >^r'» 

1- (3, 3 -vV^-^-^^) -3- 14- [7-^h^rv- 
6 - (2— =e^shU >-4->f;v-^>*v) -*>"J >-4->f 

1- (3, 3 -^p{^;v-v^n^^v;V) -3- |2-7;v*u 
_ 4 _ [6_^^^v— 7- (2 — *to*V 4 — -f to — h ^F- 
,>) -^yir/-4-'f^t^y] -7x-;H -^V7 
1- (3-*on-4- \7 - [2- (2, 6 -'✓J***-**'* 
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)V**=y\ -7x^;v) -3- (3, 
7 1 1- (2 - v^n^\7"^^-^f-^) -3- (4- 17- [2- ( 

-^1/7 

7 2 1- (2 — >^n^*»l'-ifA') -3- l2-?;v*n-4- 
[ 6 _^l>^^_7- (2 y-4 -^f;V-if^» - 
'J >-4-4 ~7x-^| -7V7 

73 ! - {2-7;l/*n-4- [6-*h*->-7- (2 — t^*^ > 

( - 3 - -W? 

74 i _ { 4 — [ 7 — (2-7^ , /-l-^^- I ^* :/ ) -6—* 

3 _ ( 3f 3 — *J*f-fy--fmS) -7V7 
7 5 1- (3, 3-v^^^-^^) - 3- (4- | 6 

7- [3- (4 v>- 1 ~^^) -*/n#*->] 

7 6 1- (3, 3-vV^;v-"/^;V) -3- (2-"7;v^n-4- I 
6 _^ h ^>_7- [3- (4-^iV-^7v'>-l-^H 

T 

77 ! _ ( 3 , 3-v*?-;i'-T?-;v) -3- (3-^nn-4- |6 
_^ h ^,>_ 7 _ [ 3 _ (4-^f-jv-e^vv>- l-**) - 
^n^y] 'J >-4-^;V^^rvl -7*-*') -^VT 

[0 114] 
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1 H-NMR (CDC 1 3 , 400 MHz) :0. 96 (s, 9 H) , 1. 45 
-1. 51 (m, 2H), 3. 28-3. 35 (m, 2H), 4. 04 (s, 3 
H), 4. 05 (s, 3H), 4. 74 (t, J = 5. 4 Hz, 1H), 6. 4 
8-6. 53 (m, 2H) , 6. 92-7. 00 (m, 2H) , 7. 42 (s, 
1H) , 7. 51 (s, 1H), 8. 17 (t, J = 9. 0Hz, 1H), 8. 
5 0 (d, J = 5. 4Hz, 1 H) 

jfc&iU 0 : i - T4- (6. t» *->-*y*) >-4--Ov**->) - 

3--7;^p--7oi~;i/1 - 3- (3. 3-v^;v--r^JM -^b7taiit 
1 H-NMR (CDC 1 3, 4 0 OMH z) *. 0. 92 (s, 9H), 1. 41 
-1. 45 (m, 2H), 3. 26-3. 32 (m, 2 H) , 4. 02 (s, 3 
H) , 4. 04 (s, 3H) , 5. 36 (br, 1 H) , 6. 39 (d, J = 5 
. 4Hz, 1H) , 7. 07-7. 13 (m, 2 H) , 7. 40 (s, 1 H) , 
7. 4 9-7. 5 2 (m, 1H) , 7. 5 8 (s, 1H) ,7. 8 6 (b r, 1 
H) , 8. 4 4 (d, J = 5. 4Hz, 1 H) 

Kfrtoll 1 : 1 - r2-*an-4- (6. 7 -V* fc ±>L=JU. !2 >~ 4 

n^j^ik] -3- (3. 3-j=^2L±ikr^±2k) -^V7M^ 
1 H-NMR (CDC 1 3, 4 0 OMH z) : 0. 95 (s, 9H), 1. 45 
-1. 50 (m, 2H), 3. 27-3. 35 (m, 2H), 4. 04 (s, 3 
H) , 4. 04 (s, 3H), 5. 61 (br, 1H), 6. 48 (d, J = 5 
. 4Hz, 1H) , 7. 10 (dd, J = 2. 7, 9. OHz, 1 H) , 7. 1 
7 (br, 1H) , 7. 18 (d, J=2. 7Hz, 1 H) , 7. 43 (s, 1 
H) , 7. 51 (s, 1H) , 8. 29 (d, J = 9. OHz, 1 H) , 8. 4 
9 (d, J = 5. 4Hz, 1H) 

@*5M*Ht (E S I -MS, m/z) : 4 5 8 (M++1) 
l££m 2 11- T3-^PP-4- (6 . 7-->'* h3-v-*7'J>-4--f 
)V**^ --7x.-)V\ -3- (3. 3-v^^- v»nAjryJV) ~^V7 
1 H NMR (CDC 1 3, 400 MHz) 13 0. 85 (s. 3H) , 0. 
89 (s, 3H) . 0. 80-2. 00 (nu 8H) , 3. 68-3. 82 (m 
N 1H) , 3. 96 (s> 3H) > 3. 98 (s> 3 H) , 5. 00 (d, J = 
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012 0 0 2-3 1 4 6 7 0 ^ ^-v : 

7. 6Hz, 1H) , 6. 22 (d, J = 5. 4Hz, 1 H) , 7. 05 (d> 
J = 8. 8Hz, 1H) > 7. 23 (dd, J = 2. 4, 8. 8Hz, 1 H) % 
7. 34 (s, 1H) , 7. 38 (s, 1 H) , 7. 53 (s, 1 H) , 7. 5 
7 (cU J = 2. 7Hz, 1H) , 8. 37 (d> J=5. 4Hz, 1 H) 
ES I -MS :m/z = 4 8 4 (M+ 1 ) > 4 8 2 (M- 1 ) 

3:i-rs-^P n-4-(6. 7-v^ h^>-^7 V >-4--f 
-?^~)i>l -3- (3. 3. 5-h'?^^;v-v^n^^v ;v) - 

lH NMR (CDC 1 3 1 4 0 0MHz) : 50. 89 (d, J = 6. 6H 
z, 3H) , 0. 93 (s, 3H) , 0. 97 (s, 3 H) , 0. 53-2. 2 

0 (nu 7H) , 3. 8 0-3. 9 2 (m, 1 H) , 4. 0 4 (s, 3H) , 4 
. 05 (s, 3H) , 4. 86 (d, J=8. 1Hz. 1 H) , 6. 30 (d, 
J = 5. 4Hz> 1H) , 7. 11 (s, 1H) , 7. 13 (d, J = 8. 8H 
z, 1 H) , 7. 30 (dd, J = 2. 4, 8. 8Hz, 1 H) , 7. 41 (s 
, 1H) , 7. 60 (s, 1H) , 7. 64 (d, J = 2. 7Hz, 1 H) , 8 
. 4 5 (d, J = 5. 4 H z, 1 H) 

ES I -MS :m/z = 4 9 8 (M+ 1 ) , 4 9 6 (M- 1 ) 

w.&mi 4 : 1 - U- (fi- 7-*J* Y**/-*/ ]} >-4-^ JV:fr^» - 

3--7;i/^-p--7^^;H - 3- (3. 3-v^-^;v- '>^p^^v^) -frv 

X 

1 H NMR (CDC 1 3, 4 0 OMH z) : a 0. 84 ( s , 3 H) > 0. 
88 (s> 3H) , 0. 78-2. 20 (m, 8 H) , 3. 64-3. 82 (m 
, 1H) , 3. 96 (s, 3H) , 3. 97 (s, 3 H) , 5. 10 (d, J = 
7. 8Hz, 1H) , 6. 32 (d, J = 5. 4Hz, 1 H) , 6. 98-7. 
08 (nu 2H) , 7. 33 (s, 1 H) > 7. 43 (dd, J = 2. 1, 12 

. 6 Hz, 1H) , 7. 51 (s, 1H) , 7. 61 (s, 1H) , 8. 38 ( 
d, J = 5. 4Hz, 1H) 

ES I -MS :m/z = 4 6 8 (M+ 1 ) , 4 6 6 (M- 1 ) 

ifr&mj 5 : 1 - U- (6- 7-V* ^^y-^; ')>-4--f jk±±vi) - 
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s-^fl/d-p-^czji/l -3 - (3. 3. 5- K') ^^-y»P^v^) 

lH NMR (CDC 1 3 , 4 0 0MHz) :d0. 85 (d, J=6. 4H 
z, 3H) , 0. 89 (s, 3H) , 0. 93 (s. 3 H) , 0. 52-2. 2 
0 (nu 7H) > 3. 8 4-3. 9 2 (m, 1 H) , 4. 01 (s> 3 H) , 4 
. 02 (s, 3H) > 5. 06 (d, J=8. 1Hz, 1 H) , 6. 37 (d> 
J = 5. 4Hz, 1H) . 7. 03-7. 10 (m> 2 H) % 7. 38 (s> 1 
H) , 7. 48 (dd, J = 2. 4, 12. 7Hz, 1 H) , 7. 51 (s, 1 
H) . 7. 56 (s. 1H) , 8. 42 (d, J = 5. 4Hz> 1 H) 
ES I -MS I m/z = 4 8 2 (M+ 1 ) > 4 8 0 (M- 1 ) 
it&StJUl : 1- U- rfi-* l » * V-7 - (?,-t^ Jv>-1 — ffr-J. 
T> jp-->) -^;')y-4-f^tjpy1 -3- (3. ?Lzz2JL±Jk 

1 H — NMR (C D 3 O D, 400 MHz) : 0. 97 (s, 9H), 1. 48 
-2. 0 2 (m, 8H) , 3. 19 (m, 2 H) , 3. 2 5 (m, 2 H) , 3. 
7 2-3. 8 0 Cm, 4 H) , 4 . 12 ( s , 3 H) , 4 . 76 Cm, 2 H) , 
6. 94 (d, J = 6. 8Hz, 1H) , 7. 24 (d, J = 9. 0Hz, 2H 
), 7. 61 Cd, J=8. 8Hz, 2H), 7. 64 Cs, 1H), 7. 88 

(s, 1H) , 8. 70 (d, J = 6. 6Hz, 1 H) 
fiMf (ESI-MS, m/z) : 521 (M++1) 
ft&MA 2: i - !2-^nn-4- f 6 7- (2 -tf^'J v>- 

1 H — NMR (CDC 1 3 , 400 MHz) CO. 97 (s, 9H), 1. 42 
-1. 5 4 Cm, 4H) , 1. 5 8- 1. 6 8 (m, 4 H) , 2. 57 (br, 
4H) , 2. 93 (t, J = 6. 3Hz, 2 H) , 3. 2 8-3. 3 6 (m, 2 
H) , 4. 01 (s, 3H) , 4. 34 (t, J = 6. 3Hz, 2 H) , 4. 7 
4 (s, 1H) , 6. 47 Cd, J = 5. 4Hz, 1 H) , 6. 70 (s, 1H 
), 7. 10 (dd, J=2. 7, 9. 0Hz, 1H), 7. 21 (d, J=2 
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. 7Hz, 1H) , 7. 41 (s, 1H) , 7. 49 (s, 1 H) , 8 . 2 5 ( 
d, J = 9. 0Hz, 1H) , 8. 49 (d, J = 5. 1Hz, 1 H) , 
li^ff (ESI-MS, m/z) :5 5 5 (M++1) 
ft»»u : i - i2 3-=^2L±jk^±ik) -3- l3-7>M-n-4- [ 

1 H-NMR (CDC 1 3, 400 MHz) :50. 93 (s, 9H) , 1. 4 
1-1. 5 1 (m, 4H) , 1. 6 3- 1. 7 0 (m, 4 H) , 2. 5 7-2. 
64 (m, 4H), 2. 96 (t, J =6. 0Hz, 2H) , 3. 25-3. 3 

2 (m, 2H) , 4. 00 (s, 3 H) , 4. 34 (t, J = 6. 0Hz, 2H 
) , 5. 21-5. 26 (m, 1 H) , 6. 36 (d, J=5. 4Hz, 1 H) 

7. 0 4-7. 0 7 (m, 2 H) ,7. 40 (s, 1 H) , 7. 49-7. 5 
5 (m, 2H) , 7. 5 7 (s, 1 H) , 8. 4 3. (d, J = 5. 4 Hz, 1H 
) 

gf^t (ESI-MS, m/z) : 5 3 9 (M+l) 

lfc£iL5 1 : 3 — (2-»PP-4- 16-^ 1>*v-7- T2- (4-^JV 

1 h — NMR (CDC 1 3 , 4 0 0MHz) *.0. 94 (d, J=6. 1Hz, 
3H), 0. 96 (s, 9H), 1. 23-1. 26 (m, 2H), 1. 47- 

1 . 5 1 (m, 2 H) , 1 . 6 4- 1. 6 7 (m, 2 H) , 2 . 12-2. 18 
(m, 2H) , 2. 9 5 (t, J = 6. 1Hz, 2 H) , 3. 0 1-3. 0 4 ( 

m, 2H) , 3. 2 9-3. 3 3 (m, 2 H) , 4. 01 (s, 3 H) , 4. 3 

2 (t, J=6. 1Hz, 2H) , 5. 09 (t, J = 5. 4Hz, 1 H) , 6 
. 47 (d, J = 5. 4Hz, 1H), 6. 89 (s, 1H), 7. 10 (dd 
, J = 2. 7, 9. 0Hz, 1H) , 7. 19 (d, J = 2. 7Hz, 1 H) , 
7. 41 (s, 1H), 7. 50 (s, 1H), 8. 27 (d, J =9. 0Hz 
, 1H) , 8. 4 9 (d, J = 5. 4Hz, 1 H) 

jfr£iL5_3 : i - UL 3— -3- (4-17- \2- (3 
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1H-NMR (CDC 1 3, 4 0 0MHz) ISO. 90 (d, J = 6. 1Hz 
, 6H), 0. 95 (s, 9H) , 0. 94-1. 10 (m, 2 H) , 1. 42 
-1. 4 8 (m, 2H) , 1. 7 4- 1. 9 5 (m, 3 H) , 3. 0 4-3. 1 
6 (m, 3H) , 3. 2 6-3. 3 3 (m, 2 H) , 4. 0 0 (s, 3 H) , 4 
. 3 9-4. 4 5 (m, 2 H) , 4. 9 3 (br, 1 H) , 6. 3 9 (d, J = 
5. 1Hz, 1H), 6. 91 (br, 1 H) , 7. 05 (d, J = 9. 0Hz 
, 2H) , 7. 3 9-7. 4 4 (m, 3 H) , 7. 54 (s, 1 H) , 8. 43 

(d, J = 5. 4Hz, 1H) 
S*^*f« (E S I -MS, m/z) : 5 4 9 (M+ 1) ,5 4 7 (M- 1) 
lfc£lL£ 0 : 1 - <3- 2^LA±Jk=7±M -3- (4- 17- \2 - (2 

1 H — NMR (CDC 1 3, 400 MHz) : 0. 92 (s, 9H), 1. 18 
(d, J=6. 3Hz, 6H) , 1. 19-1. 75 (m, 8 H) , 2. 55- 
2. 61 (m, 2H), 3. 17-3. 31 (m, 4H), 3. 98 (s, 3H 
) , 4. 16-4. 19 (m, 2H) , 5. 0 7- 5. 0 9 (m, 1 H) , 6. 
44 ( df j = 5. 3Hz, 1H) , 6. 8 2 -6. 9 5 (m, 3 H) , 7. 3 
9 (s, 1H) , 7. 46 (s, 1H) , 8. 18 (t, J=9. OHz, 1H 
) , 8. 4 6 (d, J = 5. 3Hz, 1 H) 
SWt (ESI-MS, m/z) 15 6 7 (M++1) 

2:1- fa. 3— -3- ( 4- 17- \2- t2 

1 H — NMR (CDC 1 3 , 400 MHz) : 0. 90 (s, 9H), 1. 17 
(d, J=6. 3Hz, 6H) , 1. 2 7- 1. 6 7 (m, 8 H) , 2. 54- 

2. 61 (m, 2H) , 3. 16-3. 23 (m, 2 H) , 3. 24-3. 29 
(m, 2H) , 3. 99 (s, 3 H) , 4. 02-4. 18 (m, 2 H) , 5. 
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15-5. 18 (m, 1 H) , 6. 36 (d, J = 5. 4Hz, 1 H) , 7. 0 

3-7. 09 (m, 2H) , 7. 37 (s, 1 H) , 7. 54 (s, 1 H) , 7 

. 4 6-7. 5 0 (m, 1 H) , 7. 64 (brs, 1 H) , 8. 42 (d, J 
= 5. 4H z, 1 H) 

M&frffiW. (E S I -MS, m/z) : 5 6 7 (M++1) 

rt^6 6! 1- (3. 3 -v^^-^;!/) -3- U- f6-^>^v- 
7- (2- ; &;^ 1 )^-4-^;i/-Xfjry) -^r/ *J >-4 - 

1 H-NMR (C D 3 O D, 400 MHz) :0. 85 (s, 9H), 1. 32 
-1. 38 (m, 2H), 2. 54-2. 57 (m, 4H), 2. 85-2. 8 
8 (m, 2 H) , 3 . 17-3. 23 (m, 2H) , 3 . 6 4 -3. 6 9 (m, 
4H) , 3. 93 (s, 3H) , 4. 2 3-4. 2 6 (m, 2 H) , 5. 36- 
5. 38 (m, 1H), 6. 34 (d, J = 5. 2Hz, 1H), 6. 99 (d 
, J = 8. 8Hz, 2H) , 7. 39 (s, 1 H) , 7. 40 (d, J = 5. 2 
Hz, 1H), 7. 47 (s, 1H), 7. 71 (brs, 1H), 8. 36 ( 
d, J = 5. 2Hz, 1H) 

KJt^/rfit (ESI— MS, m/z) 15 2 3 (M++1) 

rt^fiS:!- (3. Z-i ?*^)V--y*)V) -3- U- \7-*Y*js- 
6- (2-*)\/7f^) >- 4.-4 )V-x.h*z/) V >- 4 -J - 

7 -*>VT 

1 H-NMR (CDC 1 3 f 400 MHz) 150. 94 (s, 9H), 1. 4 
3-1. 4 8 (m, 2H) , 2. 6 3-2. 6 8 (m, 4 H) , 2. 9 6 (t, 
J=5. 8Hz, 2H) , 3. 2 6 -3. 3 3 (m, 2 H) , 3. 73-3. 7 
7 (m, 4H) , 4. 02 (s, 3 H) , 4. 33 (t, J = 6. 0Hz, 2H 
) , 4. 91-4. 96 (m, 1 H) , 6. 44 (d, J = 5 . 4Hz, 1 H) 
, 6. 96 (br, 1 H) , 7. 08 (d, J = 9. 0Hz, 2 H) , 7. 42 
-7. 47 (m, 3H) , 7. 59 (s, 1 H) , 8. 42 (d, J = 5. 6H 
z, 1H) 

SC-ft^HI (E S I -MS, m/z) : 5 2 3 (M+ 1 ) 
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^fP.^Bfffi 9 : 1- (3. 3-y^*f-^-->»n^^r->;i/) -3- 12-7JI/:*-p 
-4- r6-^b*v-7- (2-^e;wi^J >-4-^;v-^*-» njLZii 
>- 4-Y ;i^*'>1 -7x^)1/1 =i^_kZ 

1 H-NMR (CDC 1 3 1 400 MHz) ISO. 94 (s, 3H), 0. 9 
8 (s, 3H) , 0. 95-1. 12 (m, 2H), 1. 33-1. 40 (m, 
1 H) , 1 . 5 0- 1. 6 5 (m, 2 H) , 1 . 71-1. 77 (m, 1 H) , 
2. 0 3-2. 10 (m, 1H) , 2. 6 1-2. 6 6 (m, 4 H) , 2. 9 5 
(t, J = 5. 9Hz, 2H) , 3. 7 0-3. 8 8 (m, 6 H) , 4. 00 ( 
s, 3H) , 4. 33 (t, J = 5. 9Hz, 2 H) , 4. 94 (d, J = 7. 
8Hz, 1H) , 6. 48 (d, J = 5. 1Hz, 1 H) , 6. 79 (d, J = 
2. 6Hz, 1H) , 6. 91 (dd, J = 2. 6, 11. 5Hz, 1 H) , 6 
. 96 (d, J=9. 0Hz, 1H) , 7. 41 (s, 1 H) , 7. 50 (s, 
1H) , 8. 20 (t, J=9. OHz, 1H) , 8. 48 (d, J = 5. 1H 
z, 1H) 

gftfrflrffi (E S I -MS, m/z) : 5 6 5 (M-l) 
4K6»«ff70:i - (3-?pp-4- \7- \2- (2. 6 -*J 
ij^_ 4 _ / f^ / ) — 6 — ^ F 'J >-4-^ ^.i^yl - 

Z^EJk) -3- (3. Z_^ZjL±Jk=2±M zz^-kX 

1 H-NMR (CDC 1 3 , 400 MHz) 10. 95 (s, 9H), 1. 17 

(s, 3H) , 1. 18 (s, 3H) , 1. 4 2- 1. 5 0 (m, 2 H) , 1. 
90-1. 98 (m, 2H), 2. 85-2. 95 (m, 4H), 3. 26-3 
. 3 5 (m, 2H) , 3. 6 7-3. 7 7 (m, 2 H) , 4. 0 3 (s, 3 H) 
, 4. 33 (t, J = 5. 9Hz, 2H), 4. 82 (br, 1H), 6. 30 

(d, J = 5. 4Hz, 1 H) , 6. 88 (br, 1 H) , 7. 14 (d, J = 
8. 8Hz, 1H) , 7. 31 (dd, J = 2. 7, 8. 8Hz, 1 H) , 7. 
42 (s, 1H), 7. 59 (s, 1H), 7. 64 (d, J=2. 7Hz, 1 
H) , 8. 4 5 (d, J = 5. 1Hz, 1H) 
«*#*Ht (ESI-MS, m/z) : 6 O 7 (M+Na) + 

6 ! 1- (3. Z-V *T)V--f*)V) -3- (2--7JV* P-4- \ 
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6-^h*->-7- T3- (4-^f-;v-bf^^v>- 1 -fn^y 

1 H-NMR (CDC 1 3 , 400 MHz) !0. 96 (s, 9H), 1. 4 
5-1. 52 (m, 2H) , 1. 84 (br, 4 H) , 2. 01-2. 18 (m 
, 2H) , 2. 35 (s, 3H) , 2. 4 8-2. 7 0 (m, 6 H) , 3. 27 
-3. 36 (m, 2H), 4. 01 (s, 3H), 4. 25 (t, J=6. 6H 
z, 2H) , 4. 8 0-4. 8 6 (m, 1 H) , 6. 48 (d, J = 5. 4Hz 
, 1 H) , 6. 5 6- 6. 6 0 (m, 1 H) , 6. 9 0-7. 0 0 (m, 2 H) 
, 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 17 (t, J = 9. OH 
z, 1H) , 8. 4 8 (d, J = 5. 4Hz, 1 H) 

JCfi^H (ESI-MS, m/z) 15 6 8 (M+ 1 ) + 
>ffrfr»J7 7: 1- (3. Z-V**f-fr-7*f-)\') -3- (3-»nn-4- 16 
-^h^v-7- f 3 - (4-^;V-br^vv>- 1 -•/p^vi 
-jFy)>-4-^;i/t^ryl -7j.~JIO -*7VT 

1 H-NMR (CDC 1 3, 400 MHz) : 0. 96 (s, 9H), 1. 4 
3-1. 52 (m, 2H) , 1. 78 (br, 4 H) , 2. 08-2. 18 (m 
, 2H) , 2. 38 (s, 3H) , 2. 5 2 -2. 7 2 (m, 6 H) , 3. 26 
-3. 35 (m, 2H), 4. 02 (s, 3H), 4. 23-4. 29 (m, 2 
H) , 4. 7 7-4. 8 5 (m, 1 H) , 6. 30 (d, J = 5. 1Hz, 1H 
) , 6. 81 (br, 1H) , 7. 15 (d, J = 8. 8Hz, 1 H) , 7. 3 
2-7. 37 (m, 1H) , 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 7 
. 66 (d, J=2. 4Hz, 1H) , 8. 44 (d, J = 5. 4Hz, 1 H) 
(ESI-MS, m/z) : 5 8 4 (M) + 

wsmxm \ :f,us A&£ffiv>& flt .^p.') >mwmmmfr<DMfe 

t h 6]fiL#i#fflJ&"C&&MV 4 - 1 1 (ATCC number :CRL-95 
9 1) £5%j£«#** >**^~*~l*3fc*3V*T 1 0%7 vflfrfHD.it I 
MDM J&Hi (SI GMAtti tylUA) "C 5 0 ~ 9 0 %n h * 

T**L?to A-^MfciJfiS:0. l%^vfl&flFlliLtt«r^tf IMDMflf 
9 6 ^i;w;i/^-^^'J->"/V- HC15. 0X10 5>f@/ W e 1 1 t^^i^ 
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7 < CT'lBf^#LfCo JgFtt*:l&*L'J >tIf4IM^CtWa s hll TO 
itmffiWL (20 mM HEPES (pH7. 4), 150 mM NaCK 0. 
2%T r i t o nX- 1 0 0> 10%^'J-fen-;K 5mMt^bA*fy^Slt 
HJ^A, 5mMxfl^>y75>4ftK2th I J')A, 2 mM Na4?20 
7) *6 0ai1^UPU 4*CT'2Bfr«mtT«tttii^^P^L7to 
[0 115] 

EL I SAffl^On^V- b (Max i s o r p ; NUNCti 
5 (x g/m 1 O^phospho-tyros ine^# (P Y 2 0 ; Transduction Laboratorie 

sttxvmx) *&ttv >mffl&£mf££& (pH7. 4) ^50^ i#nx-T, 

W«[Sr^*^L4t;-eilft»ttt7to ifeitM^ */tFLT3*/i# (F 1 t 3/F 1 
k 2 (C- 2 0) Santa Cruz Biotechnology*! J: OJBA) £^?&2 ISIBIRJ&S* 

> JRjfc#lh&£t£taL^£±#*V'f 9u*fV- HJ — <fc 4 5 0 n m<7) 

M&J£«r»!l5el,fco *«*l«SlHIt?Ol!R*Jt«: 100%OFLT3'J >flMM&tt, 
^»*yf^3>hn-;v Mb£*H * 10//M) *|gJpLfc*^W»* 
Jg* 0%OFLT 3 ^ >IMlSfiH£fc Lt#-!7x^FLT3 y >WC?SttS:f* 

*:<, *«M!ij»oiftR*«fcg:rafUiex.r> ^^no^K^t* flt3')>^ 

ftffi#iSttSr**, S£I£tJSC^ FLT3') VgHfc 5 0 (IC 50 ) * 

[0 116] 

*1 

TC5 0 (nM) 
1 2 
3 7 
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6 10 9 

8 < 1 

10 < 1 

4 0 9 3 

4 1 3 0 8 

4 3 2 1 6 

4 4 2 0 0 

MEMMM 2 : m$&MMMMMM (MV4-1 l ) 

£ h ajflL^BST^^MV 4 - 1 1 (ATCC number ICRL-95 
9 1) Sri 0%^">|&^JflL**^trDMEMJ&*b (GIBCOti^»A) "C 9 
6 ^ j.;v¥JS*/V/~ >Jw3 x 1 0 3 t%%> KflHiU v^Wi^^fy K 

£V>T 3 BWPgHfcLfco 3 S^C ell Counting Kit (1tt#fc|g 
Ii±i)»A) WST-lW^x;K:iO^ 1 Sim LSfefiiJc? * ff "5 

0 ®^ <b tifc&v * tt h V - £ «£ 0 fl^S 4 5 0 n m 
> #JSftft6 5 0 nmHT|gt^6JK«:«l5feL/io *W*Hifetat?0'R3feK* 10 0% 
oii^, 3tt £ mm L & ^ o fz * ^ >U -CO^SbfeiE & 0 % tL^xiV 

«oit^^^ae>. tumftoffiiftfmss ^%mmmt (ic 50 ) *#w 

[0 117] 

^2 

H^USs MV4- 1 1 

1 < 1 

2 3 9 5.0 

3 2. 0 

4 8 8 9.0 

5 2 3.0 
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1 . ^H^J? B 1 9 9 5^ 6^140 

ft 8f 3*nSC***E*rJI|-Tl 1 0# 1 



